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1 . (Original) A compound of the formula (I) 



(I). 




inwhicn 
R 



1 rep,«*ente ..ethyl, ethyl. n^«)pyi. isopwyt. hydro^ meinyteuttonyl. 
«tt,yteultonyl. phonylButfanyl. p^ethylphenylsulfbnyl. or tjenzyl that .s 
optionally aubsttuted by halogen. nitro.Ci^-alM..<'f^-C4-^»'«^^ 
rep««-»m Ci-C4^M. hyd««yi. methylsulfonyl. «myisulfonyl. ph«nyteuKonyi. 

p^ytphenyteuttortyl. phenyl ti,at optionally subrtluted by halogen. NOz. 

" • « -^IkyteUlfonyl. '^-"f^''-a>i«QXV. C1-C4- 



Ci-C4-alkyl. C^-t;*-liaiogBnw-»iy. ^ 

haloganoaltexy. CC-alkoxycarhonyl. C.-C.^\os.^^^^^'0^ 
^^carbonyloxy. or C.C.-halog«noa*yU^r,yioxy. t«nzyl tho^ 

^Wed by halogen, nitro. C^lky>. « Ci^lkoxy. or pyrrolyl. t^enyl. 
naphthyl. or t)er«dhiophenyl. each of which fe optionally substiluled by 
halogen. Ci-C^-alM. of Ci-C«+alogenoalkyl. 
represenlB hydrogen, methyl, or eihyl, Of 
and togethe. fep^ -(CH^W lhal Is opiion«Uy subsfituted by halogen. NO.. 
cart»xyl. cartoonyl. C,4:4^yl. C^4-hatogohoalkyi. C-C^ikoxy. or C-C*- 
hatoganoalKDxy or th*» optionally hekjgen-, NOsr. C-C4-flll(yl-. C-C*- 
halogenoalM-. C,^-^. « C-C*^,alog*.noalkcxi.3Ubstltutod g-oup. 

having the formulas 






o 

wiiere the ant>w3 mark tho points uf Onkage to the thlazQle rir»9. and 
11 represents 3, 4 or 5, 
R* repments bfOmlne or chtorine. and 
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sulfate, suH»1e.N««Shtoroantimonate.ffl^^^^^ 
trtnuorom^thanesatfonatB. p.lduene3U«onate, tetrafluoroborau.. 

2 (Original) Aampounlo'tl*'™'*®"™""^ 

Jnzyl ttut is optionally vubstHuted by fluorine a,rf/or chlorine, methy.. ethyl. 
rHorH''«Py1.trifliK>'W«"^V«,'««»>0W.ethoxy.<>rn-ori^^^^^^ 

ben^ or Phenyl thai is optionally substituted by fhorinc ana/or chl«^^^ 

tnetnyl. ethyl, n- or i^i^^pyi. methoxy. ethoxy. or n. or i-propoxy. 
r3 repreeentRhy*ogen or methyl, or 

and toc^Hir ,^«».nt -iCH,). BubsBluled hy fluorine andM chlonne. methyl, 
ethyl. tifluofom«ihyi. mothoxy. ^oxy. or crbonyl or tho groups Mvino the 
formulas 





O , and 

p represents 3 or 4. 
represents bromine, and 
X- bmmide. >^ equivalent of sulfate. «-fale. SbCl.-. mesylate, trinete. 

tosylate. tstnmuoroborHte, lebaphenylborate. or hexafluorophoaphate. 
3. (Original) a oompounri of the formula (i) according to Claim 1 wherein 
Ri repiBsente mBlhyl, elhyl, mathylsulfonyl. ethylsulfonyl, or benzyl that is 

optionally substituted by fluorine and/or chlorine, 
Mo-e67B •3" 
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sobsfflirtcd by iluoiiiie anfl/or ohioriiw, methyl, or ethy^^ 

and together represent -(CH^k thai » optionauy bum. 

chiortne. melhyt, «thyl. or cartjonyl. and 
X- ,opn»an.*brc«,ide//.aqun«lantof«ilfa,B,«««..ortetrafl^^^^ 

4. (WitM>awn) A compound of the formula (I) according to Claim 1 
wherein 

Ri represents memyl, ethyl, n-propyl. or iaopmpyl. 

R» repiesents methyl or ethyl, and 
yr represents tetrafluorDborate. 

5. {Original) A conipound of the fonnule (I) ^rding to Claim 1 wher«n 

f^i represents bromine^ . 

6. (Withdrawn) A pmc«a torthe preparation of compounds of fomiiila 

0-1) 



(l-D. 



In whici^ , 
fe repnwentfl methyl, ethyl, t^^, mm% hydroxyl. iT«»hyl5Ulfor>yl. 
ethybulfonyl, phenybuifonyl. p-methyiphcnyisuifonyi, or benzyl thatie 
optionally subBtiiuled by halogan. nWO. Ci-C4-i.»cyl. nr C,-GH»IKO)CV, 
represents C,^4-all^. hydroxyi. methyi.uifonyl. ethylaulfdnyl. phenylsulfonyl. 
tvm^thyiphenyteulfonyl. ph«iyi ftat i« optionally eubstKulBd by halogen. NO.. 
C,^*^llcy1. d-Crhalogeruallv'. C,-C.-allcyteuifonyl. C-Cvalkoxy. C-Cr 
haiogenoalto)cy. C,-C4-all«»cycarbony;. CrCrhalt«enoa!l«.xycart)ony). C-Cr 
alkyicarbonyloxy. or C,-C4-h8logBnoalkylc8rt)onyloxy. benzyl that is optionally 
substituted by halogen, nitro. CrC*-alkyl. or C,-C*-alkoxy. or pyrrolyl. thlenyl, 
naphthyi. or benaothtephenyl, each of which is optionally substituted by 
halogen, Ci-C4-alltyl. or Ci-C4-halogenoallqrt. 



MO-8678 
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p9 rsoresente hydrogen, methyl, or ethyl, or ^ 
having the formulae 




or 




1 




'0 



v*€re the arrows n.«rk tne points of lir^kage to ihc ihiazole ririg. anrt 

n reprwsente 3. 4 or 5, 
B* rcpr«8©nte bromine or chlortne. and 

X- repi^er^ts chloride, bromide, iodide, hydrogen sulfate. % equivalerrt of 
sulfate, sulfale, SbCl.-. methanesulfonaie. trtfluoromethanesuttonate. or p- 

tolU9n«sulfonate, 
conripri$ing 

(a) readino oompounds of th© formula (II) 

Rl (»). 

1,1 which hK R'and R*havG the met^m i^<^^^ ^ f*^™^'^ l'"'*^' 
with atKylayng raagente of fomula (III) 

r'- X (III), 
in Which 

has Uh* meaning indiisfitcd for Ibnnula (1-1), and 
X' repn^nts chlorine. brt)mlne, iodi.^. ^ulfoxy. % equivalom of sutfale. 
sultetB, SbCIc", methyiaulfonyloxy, trtnuorosuifonytnxy of 
toluencsulfonyioxy. 
in the preeencw of a diluent, or 
(b) reacting compounds of the formula (II) 



Mo-6678 " ^ ■ 
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{"). 



in Which R^ ^ and R*havO the r«aning» indicated for formute 
With sutfonaling rtagents of the formula (Vll) 




f 

0 



(VH). 



< has the meaning indicated for fbnnula (H), 



tn which 

in the presence of a dihienl, of 
(c) ojddlzing compounds of the formula (II) 

rI 00. 



in Which R\ R' and R* have the meanings indicated for formula (H), 
using hydrogen peroxide, penwlds, or NaOO. 

7. (Withdrawn) A procOfiS for tt,e p^paration Of compound* of formula 



(1-2) 



(1-2), 



R' rcp-^Genb methyl, ^thyl. nHHOpirt. Isopropyl. hydroxyl. methylsulfonyl. 
ethytsuHbnyl. phenylsutfonyl. p-methylphenybulfonyl. or benzyl that is 
gplioneily substituted by halogen, nilro. Ci-C4-aikyl, or 0,^V^. 

re ^presents Ci-C^-elkyl. hydrojcyl. methybuifonyl. eihylfiulfonyl. phenylsutfonyl. 
p^ethyiphenyteulfonyl. phenyl that is optionally substituted by halogen. NO2. 
Ci-C4-alkyl. Ci-C4-hatogenoalkyl. CrC4-alkyteulfonyt. C-Cralkoxy. CrC*- 
halogenoalko9(y. C-Oralkoxycarbony). C,^»4ialogenoalKO)cycarbonyf. C1-C4- 



Mo-fl67a - S • 
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^Kylcartonv^oxy. or c.C.na,o.anoa..cy,ca*onylo.y . benz^ that is op^«»y 
sub5iitu»dby»«te9en.nltn»,Ci-C*.alkyi.orv,i^4-i y 
naphthyl. or benzoihiopnenyl, each of which 1. optionally ^b^ututed by 
halogen. Ci.C*-fliKyl. or Ci-C4-hiitogenoaJKyl. 
r3 rep««ent» hyUrogen. mBlhyl. or ethyl, or 

^ and R^et^^er represent -M, tha, op«ona»y substi^ed by halogen, uo.. 
camoxyl. «rbonyl. C,^-««yl. C^C^«loflanoalky». C.^-alkoxy. or C.^.- 
haioqinoalkoxy orthe opflonally haloger-. NOr. Ci.Cr«lkyl-. Ci-C-- 
halugenoalkyl-. CvC^alkoxy..orC,^.haiOflenaalkoxy.suhslituted group* 

having the tormuias 






o 

Where tte arrows n^aric the points of linkage to the thiazole ring, and 
n represents 3, 4 or 5. 
ropf«6snts bromine or *lor1no, and 

lepresents t«.lrafluoroborBto. tetraph«nylbocate. or hexefluoioptiosphate. 
comprising 

(a) reacting compounds of the fbnnula (II) 



GI). 



N 

in which R^ and R* have the meanings incUcaled for fomiula (1-2), 
with all^ylating reagents of the formula (IV) 

in which anri X- have the meanings indicated fortomiula (W), 
ill the preaenoe of a diluent, or 
(b) ejwhanging ths anion X" Of compounds of the fofmuia (1 1) 



Mo^78 -7- 
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0-1). 



in which _ . 

r1 r' andR*have«»meanlng»indicatedfbrformuteO-2).and 

X'" '«p«9Bntechkmne. bromine, iodine. BuKo)v/^6q^^^ 
sulfate. SbCI«-. methylsolfonytejty. trtfluoroeuBbnytoxy or 
toluenesulfonytoxy. 
with tetrafluDrt-boric add. tetraphenylboric acid . or hexafluorophosphonc acKl 
or an anion exchanger loaded wth tetralUioroborioacid.tetephenylbonc 
acKl. or t,««n«o«)phoephoric acid » U^at X- h«9 the meaning indicated for 

fonmula(l-2). . ^ .« 

8. (Original) A conderwafion agent cnmprising a compound according to 

Claim 1- . t 

9. (Orielnel) A peptide coupling maoani comprising a condensation agent 

according to Claim B. 

i 0 (Withdravm) A method comprising eynihesizing pepfidaa witn a 
condensation agent Wherein the r-ondensation aqent i. a compn.ind flccorfling to 
Qaiml. 

11. (Origiital) Acompounaofth©furinuld(l-2) 



(1-2). 

k 

in vuhich 

represents methyl, ethyl, n-propyi. isopropyl. hydnwyt. methylsmfonyl. 
eihylsultonyi. phenybulfanyi. p^nethylphenyl8ulfony^. or benzyl that is 
optionally wjbstiUrted by halogen, nilro. Ci-C^-alkyl. or C,-Crall«»(y. 
reptBsente Ci-C4^lkyl, hydroxyl. methyteuifanyl. ethylauifanyl. phenyteulfonyl. 
p-methylphenylsUtfonyl, phenyl that .3 optionally substituted by halogen. NO^. 
Ci-C*-allcyl. C,-C«-halogenoalkyi. Ci-C«-alkylsulfonyl, CrC4-all««y. 

MO-6678 ■ ^ ' 
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naphthy.. or Denzothiophenyl. each of which is subsUtuted by 

halogen. C'C«-alkyl. or Ci-CU-hOlogonoalkyl. 
r3 .^presents hydiogen. methyl, or ethyl, or 

carboxyi. carhonyl. C-Callcyl, C,^-halogen«..Kyl. r.<U^li«»<y. or C^- 
haiogertOfliKoxy or ttw optionally halogen-. NOr. C,-Ci-aikyl-. d-C*- 
h^ioganoeucyi-. C,^.«lkoxy-. or c,-C.h»logenn.ltoXi.8UDst«ul«d gn^p. 



hflving the formulas 






0 

Where ll» arrows mflrtt the poinU of linkage to the ring. «ntl 

n reprtaanta 3. 4 or 5, 
R* represents hromlne or chlorine, ar\d 

X- wpresertls telrafluoroborale. telraphenylbofatG. or haxalluorophosphate. 
with the exoep«on of compounds in v4,ich «»pros.ntB bromine and ^presante 
CH3 when R' ^presents hydiogen or CH.; in which R* wsents chlorine and R 
^presente CH, when R' n„,Tesents hydrogen; and in which ™p«sents bromine 
and repreaents ethyl when R* representa hydrogen- 

1Z (WRhdiawn) Aptocesafortheprepaiationofcompoundsofthe 

ftXTDUia (II) 



in which 



te represents C,-C4^«cyi. hydroxyl. tnethyteulfonyt. ethybuifonyl. phanybulfonyl. 
f.mBthylphenylSUlft>nyl. phenyl that is opfionalV eubstltMteU by halogen. NO,. 
Ci-C4^lkyl. C,-C*-halogenoalkyl. C-U-alkyiSUlfonyl, Ci-C^-alkoxy. C-C* 
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subs^tu*.. by halogen, nft^. C,-C.a.M. or C.^r^^, or pyrr^W. W. 

naphthy«. or henzothlophenyl. each ot which opUonaUy substituted by 

halogen. C-C^. orC,-C4-h«togenoaH«yl. 
R» repnisenis hydrogen. m»thyl. or ethyl, or 
R',ndR=tc^ethcr«P»esenKCH2)„.matteoptH^a«ysu^tMe^ 

carboxy*. carhonyi. CrC*-aikyi, c.-C-haiogenoalkyi. Ci^^-^IW or C.^- 
halugenoalkoyy or the optionally halogen-. NOr . C, A-a1kyl-. C C*- 
halogencvilky^. c,-C4-altexy^orr.,^.-haK)g«noa.koxy-substitu^ fl~ups 

having the tormUlas 






Where the arrow* ma* the poirtts of linkage to the thiazote rina and 
n represents 3. A or S, and 
H"* represents brom'me or chlorine, 

■ 

comprising 

(1) reacting compcMincIs of the formula (V) 



(V) 



in which 

r2 and have one of the meaning Indicated for formula (II). 

with hydrugen bromide or hydiogen chloride in tt^ presence of a diluent to 

fgm a compcMind of the formula (VI) 




r' h 

in v»hrj» r2. R« and R* haw one of the mfianing© indicated for foimiila (II) 
and R^' ie bromide oi chloride, and 

Mo.667a 
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the formula (Vl). 

13. (Withdrawn) A compound of the fomiula (H-i) 



in 



which n represents 1 or 2. 



(11-1), 



.11- 
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